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NEWS 


EXPRESS 
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Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self -help around the clock 

Source of Registration (SR) information in REGISTRY updated 

and searchable . 

A new search aid, the Company Name Thesaurus, available m 

CA/CAplus _ 
German (DE) application and patent publication number format 

changes 

MEDLINE and LMEDLINE reloaded 

MEDLINE file segment of TOXCENTER reloaded 

FRANCEPAT now available on STN 

Pharmaceutical Substances (PS) now available on STN 

WPIFV now available on STN t 

New monthly current -awareness alert (SDI) frequency m RAPRA 

PROMT: New display field available 

IFIPAT/IFIUDB/IFICDB: New super search and display field 
available 

LITALERT now available on STN 

NLDB: New search and display fields available 

PROUSDDR now available on STN 

PROUSDDR: One FREE connect hour, per account, m both May 
and June 2004 

EXTEND option available in structure searching D — TC3TOV 
Polymer links for the POLYLINK command completed m REGISTRY 



NEWS HOURS 
NEWS INTER 
NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



1 V 1A^11\ VDROlWiM vw.w^\— ' 

AND CURRENT DISCOVER FILE IS DATED 26 APRIL 2004 
STN Operating Hours Plus Help Desk Availability 
General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to 
CAS World Wide Web Site (general information) 



STN 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement Please note that this agreement limits use to scientific 
research Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 
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FILE 1 HOME ' ENTERED AT 07:56:03 ON 14 MAY 2004 

=> file reg 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
0.21 



TOTAL 
SESSION 
0.21 



FILE 'REGISTRY' ENTERED AT 07:56:29 ON 14 MAY 2 004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE " HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 12 MAY 2004 HIGHEST RN 681425-81-0 
DICTIONARY FILE UPDATES: 12 MAY 2004 HIGHEST RN 681425-81-0 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 6, 20 04 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or reter 

to the file summary sheet on the web at: 
http://www.cas .org/ONLINE/DBSS/registryss. html 



Uploading c:\program f iles\stnexp\queries\10087717 . 15 



LI 



STRUCTURE UPLOADED 



= > d 11 

LI HAS NO ANSWERS 
LI STR 
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Structure attributes must be viewed using STN Express query preparation 



s 11 sss full 

FULL SEARCH INITIATED 07:57:08 FILE ' REGISTRY ' 
FULL SCREEN SEARCH COMPLETED - 4 74 TO ITERATE 

100.0% PROCESSED 474 ITERATIONS 

SEARCH TIME: 00.00.01 



2 ANSWERS 



L2 



2 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
155.42 



FILE 'CAPLUS' ENTERED AT 07:57:15 ON 14 MAY 2 004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT . 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



TOTAL 
SESSION 
155 .63 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26 1996) unless otherwise indicated in the original publications. 
Th4 CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN . Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 
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FILE COVERS 1907 - 14 May 2004 VOL 140 ISS 21 
FILE LAST UPDATED: 13 May 2004 (2 0040513/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



= > 
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S 12 



1 L2 



=> d 13 fbib hitstr abs total 



L3 
AN 
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ANSWER 1 OF 1 CAPLUS COPYRIGHT 20 04 ACS on STN 

2002:695962 CAPLUS 

137:232680 

Preparation of aryl and heteroaryl urea selective Chkl inhibitors for use 
as radiosensitizers and chemosensitizers for treating diseases and 
conditions related to DNA damage or lesions in DNA replication 
Keegan, Kathleen S.; Kesicki, Edward A. ; Gaudino, John Joseph; Cook, Adam 
Wade; Cowen, Scott Douglas; Burgess, Laurence Edward 
I cos Corporation, USA 
PCT Int. Appl., 236 pp. 
CODEN: PIXXD2 
Patent 
English 
CNT 1 

PATENT NO. KIND DATE 



APPLICATION NO. DATE 



EP 



2002070494 


Al 


20020912 




WO 2002-US6452 
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RU, 


TJ, TM 


RW: GH, 


GM, 


KE, LS, 


MW, 


MZ, 


SD, 


SL, SZ, 


TZ 


, UG, ZM, 
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DK, ES, 


FI , 


FR, 
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US 2001- 


273124PP 


20010302 






2003069284 


Al 


20030410 




US 2002- 


87715 


20020301 


















US 2001- 


273124PP 


20010302 






1379510 




Al 


20040114 




EP 2002- 


728396 


20020301 




PT, 


R: AT, 


BE, 


CH, DE, 


DK, 


ES, 


FR, 


GB, GR, 


IT, LI, LU, 


NL, 


SE, 


MC, 


IE, 


si, 


LT, LV, 


FI , 


RO, 


MK, 


CY, AL, 


TR 


















US 2001- 


273124PP 


20010302 







NO 2003003858 



20031010 



WO 2002-US6452 W 20020301 
NO 2003-3858 20030901 
US 2001-273124PP 20010302 
WO 2002-US6452 W 20020301 

MAR PAT 137:232680 

457 098- 89 -4P, 1- (5-Methylpyrazin-2-yl) -3- [5 -methyl -2- (1,2,3,4- 
t etrahydroquinol in- 3 -ylmethoxy ) phenyl ] urea 457099-03- 5P # 

1- [5 -Methyl -2- (piperidin-3 -ylmethoxy) phenyl] -3- (5-methylpyrazin-2-yl) urea 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses ) 

(preparation of aryl and heteroaryl urea selective Chkl inhibitors for use 
as radiosensitizers and chemosensitizers for treating diseases and 
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conditions related to DNA damage or lesions in DNA replication) 
RN 457098-89-4 CAPLUS 

CN Urea N- (5-methylpyrazinyl ) -N » - [5 -methyl -2 - [ ( 1 , 2 , 3 # 4 -tetrahydro-3 - 
quinol inyDmethoxy] phenyl ] - (9CI) (CA INDEX NAME) 



H 




Me 



RN 457099-03-5 CAPLUS 

CN Urea, N- [5 -methyl -2- ( 3 -piper idinylmethoxy) phenyl] -N' - (5-methylpyrazmyl) - 
(9CI) (CA INDEX NAME) 




AB Aryl- and heteroaryl substituted urea compds . (W 'NHC ( : Y ' ) N (R13 ) Z ' ; 1) 

useful in the treatment of diseases and conditions related to DNA damage 
or lesions in DNA replication are disclosed. In 1, W is a six-membered 
aromatic ring containing at least 2 nitrogen atoms (e.g. pyrazinyl, 

pyrimidinyl , 

pyridazinyl, 1 , 2 , 4 -triazinyl , quinoxalinyl) and optionally substituted as 
defined in the claims, Z' is a five- or six membered aromatic or heteroarom. 
ring as defined in the claims, Y' is O or S. The first claim contains a 
much more general formula WX1C(:Y)X2Z (e.g. XI = null, O, S, CH2 , NR1 ; X2 
= 0, S, NR1) but emphasis is on 1. Methods of making the compds., and 
their use as therapeutic agents, for example, in treating cancer and other 
diseases characterized by defects in DNA replication, chromosome 
segregation, or cell division also are described. Although the methods of 
preparation are not claimed, about 20 0 example prepns . are included. 
N- (2-methoxy-5-methylphenyl) -N»- (2 -pyrazinyl ) urea and N- (4-chloro-2- 
methoxyphenyl) -N' - (2 -pyrazinyl) urea enhanced the killing of various human 
cells by 5-f luorouracil from 2- to 10-fold; in HeLa cells, these same 
compds. enhanced killing by irradiation 2-3 fold. 
RE.CNT 9 THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 



=> log y 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
5.19 



TOTAL 
SESSION 
160 . 82 



Patel 



<5/l4/2004> 



10087715. 15 



Page 6 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



CA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
-0.69 



TOTAL 
SESSION 
-0.69 



STN INTERNATIONAL LOGOFF AT 07:57:53 ON 14 MAY 2004 
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Welcome to STN International! Enter x:x 

LOGINID: sssptal611sxp 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



* * 
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German (DE) application and patent publication number format 










changes 


NEWS 


6 


MAR 


03 


MEDLINE and LMEDLINE reloaded 


NEWS 
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MAR 


03 


MEDLINE file segment of TOXCENTER reloaded 


NEWS 
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MAR 


03 


FRANCEPAT now available on STN 


NEWS 
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MAR 


29 


Pharmaceutical Substances (PS) now available on STN 


NEWS 


10 


MAR 


29 


WPIFV now available on STN 


NEWS 


11 


MAR 


29 


New monthly current -awareness alert (SDI) frequency in RAPRA 


NEWS 


12 


APR 


26 


PROMT: New display field available 


NEWS 


13 


APR 


26 


IFIPAT/IFIUDB/IFICDB: New super search and display field 
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14 


APR 


26 


LITALERT now available on STN 


NEWS 


15 


APR 


27 


NLDB: New search and display fields available 


NEWS 


16 


May 


10 


PROUSDDR now available on STN 


NEWS 


17 


May 


19 


PROUSDDR: One FREE connect hour, per account, in both May 










and June 2 004 


NEWS 


18 


May 


12 


EXTEND option available in structure searching 


NEWS 


19 


May 


12 


Polymer links for the POLYLINK command completed in REGISTRY 


NEWS 


EXPRESS 


MARCH 31 CURRENT WINDOWS VERSION IS V7 . 00A, CURRENT 



MACINTOSH VERSION IS V6 . 0c (ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 2 6 APRIL 2 004 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 
NEWS WWW CAS World Wide Web Site (general information) 

Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* stn Columbus *************** 
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FILE 'HOME' ENTERED AT 08:03:49 ON 14 MAY 2 0 04 
=> file reg 

COST IN U.S. DOLLARS SINCE FILE 

ENTRY 

FULL ESTIMATED COST 0.21 

FILE 'REGISTRY' ENTERED AT 08:04:00 ON 14 MAY 2004 
USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 12 MAY 2004 HIGHEST RN 681425-81-0 
DICTIONARY FILE UPDATES: 12 MAY 2004 HIGHEST RN 681425-81-0 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 6, 20 04 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss .html 

= > 

Uploading c:\program f iles\stnexp\queries\10087715 . 16 
LI STRUCTURE UPLOADED 



= > d 11 

LI HAS NO ANSWERS 
LI STR 




Gl N,NH,NH2,Cb,Cy,Hy 



TOTAL 
SESSION 
0.21 
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Structure attributes must be viewed using STN Express query preparation. 



=> s 11 sss full 

FULL SEARCH INITIATED 08:04:26 FILE 1 REGISTRY ' 
FULL SCREEN SEARCH COMPLETED - 118 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 



118 ITERATIONS 



7 0 ANSWERS 



L2 



70 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
155.42 



TOTAL 
SESSION 
155 .63 



FULL ESTIMATED COST 



FILE 'CAPLUS' ENTERED AT 08:04:34 ON 14 MAY 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 14 May 2004 VOL 140 ISS 21 
FILE LAST UPDATED: 13 May 2004 (20040513/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d 13 fbib hitstr abs total 

L3 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2 004 ACS on STN 
AN 2002:695962 CAPLUS 
DN 137:232680 

TI Preparation of aryl and heteroaryl urea selective Chkl inhibitors for use 
as radiosensitizers and chemosensitizers for treating diseases and 
conditions related to DNA damage or lesions in DNA replication 

IN Keegan, Kathleen S.; Kesicki, Edward A. ; Gaudino, John Joseph; Cook, Adam 
Wade; Cowen, Scott Douglas; Burgess, Laurence Edward 

PA I cos Corporation, USA 

SO PCT Int. Appl . , 236 pp. 
CODEN: PIXXD2 

DT Patent 
LA English 
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FAN.CNT 1 

PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



PI 



OS 
IT 



WO 2002070494 
W: 



Al 20020912 



WO 2002-US6452 20020301 



RW: 



AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI , 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


VN, 


YU, 


ZA, 


ZM, 


zw, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, TM 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


CH, 


CY, 


DE, 


DK, 


ES, 


FI , 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 



US 2003069284 

EP 1379510 

R: AT, BE, 
IE, SI, 



NO 2003003858 



Al 20030410 



Al 

CH, DE, 
LT, 



20040114 
DK, ES, 
LV, FI, RO, 



20031010 



US 2001-273124PP 20010302 
US 2002-87715 20020301 
US 2001-273124PP 20010302 
EP 2002-728396 20020301 

FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

MK, CY, AL, TR 

US 2001-273124PP 20010302 
WO 2002-US6452 W 20020301 
NO 2003-3858 20030901 
US 2001-273124PP 20010302 
WO 2002-US6452 W 20020301 



MAR PAT 137:232680 

457096-87-6P, N-Benzyl -3 -methoxy-4 - (3- (pyrazin-2- 
yl)ureido)benzamide 457096-89-8P, 3 -Methoxy-N-phenethyl -4 - (3- 
(pyrazin-2-yl) ureido) benzamide 457096 -90 -IP, 

3-Methoxy-N- (3 -phenylpropyl ) -4- (3- (pyrazin-2 -yl ) ureido) benzamide 

457096- 95-6P, N- ( 4 - Iodobenzyl ) -3 -methoxy-4 - (3- (pyrazin-2 - 
yl) ureido) benzamide 457096-97-8P 457096 - 99 -OP , 

3-Methoxy-4- (3- (pyrazin-2 -yl ) ureido) -N- (2- (pyridin-4 -yl ) ethyl ) benzamide 

457097- 01-7P, N- (lH-Benzimidazol-2-ylmethyl) -3-methoxy-4 - (3- 
(pyrazin-2-yl) ureido) benzamide 457097-04-OP 457097-05-1P 

, 3-Methoxy-N- [3- (methyl phenyl amino) propyl] -4- (3- (pyrazin-2- 

yl) ureido) benzamide 457097-08-4P 457097-10-8P, 

N- ( (3R) -l-Benzylpyrrolidin-3-yl) -3 -methoxy-4 - (3- (pyrazin-2 - 

yl) ureido) benzamide 457097 -13-lP, N- ( (3S) - 1 -Benzylpyrrol idin-3 - 

yl) -3-methoxy-4- (3- (pyrazin-2 -yl ) ureido) benzamide 457097 -18-6P , 

3-Methoxy-N- (3 -methylaminopropyl ) -4- (3- (pyrazin-2 -yl ) ureido) benzamide 

457097-21-1P, N- (3 -Dimethylaminopropyl ) -3-methoxy-4- (3- (pyrazin-2- 

yl) ureido) benzamide 457097 -25 -5P, 3-Methoxy-N- (3- (morpholin-4 - 

yl) propyl) -4- (3- (pyrazin-2 -yl ) ureido) benzamide 457097-27 -7P, 

3- Methoxy-N- [3- (4 -methylpiperazin-1 -yl ) propyl] -4- (3- (pyrazin-2- 
yl) ureido) benzamide 457097 -29-9P, [2- [3 -Methoxy-4 - (3- (pyrazin-2- 
yl ) ureido) benzoylamino] ethyl] trimethylammonium chloride 
457097-36-8P, N-Benzyl -4 -methoxy-3 - (3- (pyrazin-2- 

yl) ureido) benzamide 457097-37 -9P, 4 -Methoxy-N-phenethyl -3 - (3- 
(pyrazin-2-yl) ureido) benzamide 457097 -3 8 -OP, 

4- Methoxy-N- (3 -phenylpropyl ) -3- (3- (pyrazin-2 -yl ) ureido) benzamide 
457 097 -40 -4P, 4 -Methoxy-3- (3- (pyrazin-2 -yl ) ureido) -N- (2- (pyridin-2- 
yl) ethyl) benzamide 457097 -41-5P , 4 -Methoxy-3 - (3 - (pyrazin-2 - 
yDureido) -N- (2- (pyridin-4 -yl ) ethyl ) benzamide 457097 -42 -6P , 

N- (lH-Benzimidazol-2-ylmethyl) -4 -methoxy-3 - (3 - (pyrazin-2 - 
yDureido) benzamide 457097-43-7P, N- [2- ( lH-Indol -3-yl ) ethyl] -4 - 
methoxy-3- (3- (pyrazin-2 -yl ) ureido) benzamide 457097 -44 -8P, 
4-Methoxy-N- [3- ( me thylphenyl amino) propyl] -3- (3- (pyrazin-2- 
yl) ureido) benzamide 457097-45-9P 457097 -47 -IP , 
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4-Methoxy-N- (3 -methylaminopropyl ) -3- (3- (pyrazin-2-yl) ureido) benzamide 

457097-48-2P, N- (3 -Dimethylaminopropyl ) -4 -methoxy-3 - (3- (pyrazin-2- 

yl) ureido) benzamide 457097-50-6P, 4 -Methoxy-N- [3 - (4- 

methylpiperaz in- 1 -yl ) propyl ] -3 - (3 - (pyrazin-2 -yl ) ureido) benzamide 

457097-51-7P, [2- [4 -Methoxy-3 - (3- (pyrazin-2- 

yl ) ureido) benzoylamino] ethyl] trimethyl ammonium chloride 

457097-52-8P, 4-Methoxy-N- (3- (morphol in-4 -yl ) propyl ) -3- (3- (pyrazin- 

2 - yl) ureido) benzamide 457097 -57 -3P, 3 -Methoxy-4- [3- (5- 
methylpyrazin-2-yl) ureido] -N- (2- (pyridin-2-yl ) ethyl) benzamide 
457 097 -59 -5P, N- ( 1 -Benzylpiperidin-4 -yl ) -3 -methoxy-4 - [3- (5- 
methylpyrazin-2-yl) ureido] benzamide 457097-61-9P, 

N- (3 -Dimethyl aminopropyl) -3-methoxy-4 - [3- (5 -methylpyrazin-2 - 
yl) ureido] benzamide 457097 -63-1P, 3-Methoxy-4- [3- (5- 
methylpyrazin-2 -yl ) ureido] -N- (3 - (morphol in-4 -yl ) propyl ) benzamide 
457097-65-3P, N- (2- (Dimethylamino) -2 -phenyl ethyl ) -3-methoxy-4- [3- 
( 5 -methylpyrazin-2-yl) ureido] benzamide 457097 -68-6P, 

N- (2- (Dimethylamino) -1 -phenyl ethyl) -3 -methoxy-4- [3- (5-methylpyrazin- 2- 
yl) ureido] benzamide 457097 -70-0P/ N~ ( 1-Azabicyclo [2.2.2] oct -3 - 
yl) -3-methoxy-4- [3- (5-methylpyrazin-2 -yl) ureido] benzamide 
457097-71-1P, 3-Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- ( (3R) - 

1 - (pyridin-2 -yl ) methylpyrrol idin-3 -yl ) benzamide 457 097 -74 -4P , 

3 - Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- ( (3R) -1 -methylpyrrol idin-3 - 
yl) benzamide 457097 -76 -6P , N- ( (3R) -l-Benzylpyrrolidin-3 -yl ) -3- 
methoxy-4- [3- (5-methylpyrazin-2 -yl ) ureido] benzamide 457097-77-7P 

, 3-Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl) ureido] -N- ( (3R) -1- [ (pyridin-4- 
yl ) methyl ] pyrrol idin-3 -yl ) benzamide 457 097-7 9- 9P , 

3 -Methoxy-4- [3- (5-methylpyrazin-2 -yl ) ureido] -N- ( (3S) -1- [ (thiophen-2- 
yl) methyl] pyrrol idin-3 -yl) benzamide 457 097-81-3P, 

N- ( (3R) -l-Cyclohexylmethylpyrrolidin-3-yl) -3 -methoxy-4 - [3- (5-methylpyrazin 

2 - yl) ureido] benzamide 457097 -83 -5P , N- ( (3S) -l-Benzylpyrrolidin-3- 
yl) -3 -methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] benzamide 
457097- 84 -6P, 3 -Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- ( (3S) - 

1- [ (pyridin-2 -yl) methyl] pyrrol idin-3 -yl) benzamide 457097 -86 -8P , 

3- Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- ( (3S) -1- [ (pyridin-3- 
yl ) methyl ] pyrrol idin- 3 -yl ) benzamide 457097-87-9P, 

3 - Methoxy-4- [3- ( 5-methylpyrazin- 2 -yl ) ureido] -N- ( (3S) -1- [ (pyridin-4- 
yl ) methyl ] pyrrol idin-3 -yl ) benzamide 457097-90-4P, 

N- ( (3S) -l-Cyclohexylmethylpyrrolidin-3-yl) -3 -methoxy-4 - [3- (5-methylpyrazin 

2 - yl) ureido] benzamide 457097 -92-6P , N- ( (3S) - 1-Benzylpyrrol idin-3 - 
yl) -4- [3- ( 5 -methylpyrazin-2 -yl) ureido] -3-trif luoromethoxybenzamide 

457097- 97-1P, N- ( l-Benzylpiperidin-4 -ylmethyl ) -3 -methoxy-4- [3- (5- 
methylpyrazin-2-yl) ureido] benzamide 457097 -98-2P, 

N- [ (3S) -1- (4-Fluorobenzyl)pyrrolidin-3-yl] -3 -methoxy-4 - [3- (5-methylpyrazin 
2 -yl) ureido] benzamide 457098 -04-3P , N- ( (3S) - 1-Benzylpyrrol idin-3 - 
yl) -3-methoxy-4- [3- (5 -trif luoromethylpyrazin-2-yl ) ureido] benzamide 

457098- 08-7P, 5 -Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- (2- 
(pyridin-2 -yl ) ethyl ) -2 - trif luoromethylbenzamide 457098 -23 -6P , 
N-Benzyl-3- (3 -dimethylaminopropoxy) -4- [3- ( 5 -methylpyrazin-2 - 

yl) ureido] benzamide 457098-25-8P, 3- (3 -Dimethylaminopropoxy) -4- 
[3- ( 5 -methylpyrazin-2 -yl) ureido] -N- (2- (morphol in- 4 -yl ) ethyl ) benzamide 
457 098 -2 6 -9P, 3- (3 -Dimethylaminopropoxy) -4- [3- ( 5 -methylpyrazin-2 - 
yl) ureido] -N- [2- (1 -methylpyrrol idin-2-yl) ethyl] benzamide 
457098-27-0P, N- (2 -Dimethylaminoethyl ) -3- (3 -dimethylaminopropoxy) - 

4- [3- (5 -methylpyrazin-2 -yl) ureido] benzamide 457 098 -28 -IP/ 

N- ( (3S) -1-Benzylpyrrol idin-3 -yl) -3- (3 -dimethylaminopropoxy) -4- [3- (5- 
methylpyrazin-2-yl) ureido] benzamide 457098-32-7P, 
N-Benzyl-4- [3- (5 -methylpyrazin-2 -yl) ureido] -3- (pyridin-3- 
ylmethoxy) benzamide 45709 8 -34 -9P , 4- [3- (5 -Methylpyrazin-2 - 
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RN 
CN 



yDureido] -N- (2- (morpholin-4-yl) ethyl) -3- (pyridin-3-ylmethoxy) benzamide 
457 098 -3 5 -OP, 4- [3- ( 5 -Methylpyrazin-2 -yl ) ureido] -N- [2- (1- 
methylpyrrolidin-2-yl) ethyl] -3 - (pyridin-3 -ylmethoxy) benzamide 

457098- 36-1P, N- (2 -Dimethylaminoethyl ) -4- [3- (5 -methylpyrazin-2 - 
yDureido] -3- (pyridin-3 -ylmethoxy) benzamide 457098-37-2P 

457099- 93 -3P/ N- (2 -Methoxy-3 - ( (2- (4 -morpholinyl ) ethyl) carbamoyl )ph 
enyl) -N' - (2-pyrazinyl ) urea 457099-94-4P , N- ( 2 -Methoxy-3 - ( (2- (1- 
methylpyrrolidin-2-yl) ethyl) carbamoyl ) phenyl ) -N 1 - (2 -pyrazinyl ) urea 
457099-96-6P, N- (2 -Methoxy-4 - ( (2- (4 -morpholinyl ) ethyl) carbamoyl )ph 
enyl) -N' - (2 -pyrazinyl) urea 457099-97-7P, N- ( 2 -Methoxy-4 - ( (2 - ( 1- 
methylpyrrolidin-2-yl) ethyl) carbamoyl) phenyl) -N f - (2 -pyrazinyl ) urea 
457099-98-8P, N- (2 -Methoxy-4 - { (2- ( (methyl sul fonyl ) amino) ethyl) carb 
amoyl ) phenyl ) -N ' - (2 -pyrazinyl ) urea 458523 -51-8P , 

3-Methoxy-4- [3- ( 5 -methylpyrazin-2 -yl ) ureido] -N- ( (3R) -1- [ (thiophen-2- 
yl ) methyl ] pyrrol idin-3 -yl ) benzamide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of aryl and heteroaryl urea selective Chkl inhibitors for us 
as radiosensitizers and chemosensit izers for treating diseases and 
conditions related to DNA damage or lesions in DNA replication) 
457096-87-6 CAPLUS 

Benzamide, 3-methoxy-N- (phenylmethyl ) -4 - [ [ (pyrazinyl amino) carbonyl] amino] - 
(9CI) (CA INDEX NAME) 




0 



0 



C-NH- CH2- Ph 



NH — C— NH" 



OMe 



RN 457096-89-8 CAPLUS 

CN Benzamide, 3-methoxy-N- (2 -phenyl ethyl) -4- [ [ (pyrazinyl amino) carbonyl] amino] 
(9CI) (CA INDEX NAME) 



0 




N 



N 



0 




C~ NH- CH2~ CH2~ Ph 



^ NH— C— NH ^> 



OMe 



RN 457096-90-1 CAPLUS 

CN Benzamide, 3-methoxy-N- (3 -phenylpropyl ) -4- [ [ (pyrazinyl amino) carbonyl] amino 
]- (9CI) (CA INDEX NAME) 
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0 




N 



N 



0 



NH~ C— NH- 



C-NH- (CH2)3~Ph 



OMe 



RN 457096-95-6 CAPLUS 

CN Benzamide, N- [ (4 -iodophenyl ) methyl] -3 -methoxy-4 - 

[ [ (pyrazinylamino) carbonyl ] amino] - (9CI) (CA INDEX NAME) 



OMe 
9 



0 



NH— C- NH 



CH2- NH- C 




RN 457096-97-8 CAPLUS 

CN Benzamide, 3 ~methoxy-4 - [ [ (pyrazinylamino) carbonyl] amino] -N- [2- (2 
pyridinyl) ethyl] - (9CI) (CA INDEX NAME) 



N 



0 



OMe 



0 



NH— C- NH 



CH 2 ~ CH 2 - NH- C \^ 




N^ 



RN 457096-99-0 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ (pyrazinylamino) carbonyl] amino] -N- [2- (4 
pyridinyl) ethyl] - (9CI) (CA INDEX NAME) 



OMe 

0 



O 




NH— C- NH 



CH2- CH2~ NH- C \^ 




RN 457097-01-7 CAPLUS 

CN Benzamide, N- ( lH-benzimidazol -2 -ylmethyl ) -3 - methoxy-4 - 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 
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OMe 




O 



NH— C- NH 




RN 457097-04-0 CAPLUS 

CN Benzamide, N- [2- (lH-indol-3-yl) ethyl] -3 -methoxy-4 - 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 




OMe 



O 



NH— C— NH- 



CH 2 - CH2~ NH- C 




RN 
CN 



457097-05-1 CAPLUS 

Benzamide, 3-methoxy-N- [3- (methyl phenyl amino) propyl] -4- 
[ [ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



O Ph 



n .C-NH- (CH2)3~N-Me 

n >r 



s<y NH— C- NH 




OMe 



RN 457097-08-4 CAPLUS 

CN Benzamide, 3-methoxy-N- [1- (phenylmethyl ) -3 -pyrrol idinyl] -4- 
[ [ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2~ Ph 



:sth 

0=0 



MeO' 



NH 



NH 



PAGE 2 -A 




RN 457097-10-8 CAPLUS 

CN Benzamide, 3-methoxy-N- [ (3R) -1- (phenylmethyl ) -3 -pyrrol idinyl ] - 
[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 457097-13-1 CAPLUS 

CN Benzamide, 3-methoxy-N- [ (3S) -1- (phenyl methyl ) -3 -pyrrol idinyl ] 
[ t (pyrazinylamino)carbonyl] amino] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 457097-18-6 CAPLUS 

CN Benzamide, 3-methoxy-N- [3- (methyl amino) propyl] -4- 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



0 




N 



O 



C— NH— ( CH2 ) 3 — NHMe 



N^x^ NH- C~ NH W 



OMe 



RN 457097-21-1 CAPLUS 

CN Benzamide, N- [3- (dimethylamino) propyl] -3 -methoxy-4 - 

[ [ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



O 




0 



C-NH- (CH2) 3~NMe2 



N^^ NH- C- NH ^ 



OMe 



RN 457097-25-5 CAPLUS 

CN Benzamide, 3 -methoxy-N- [3 - (4 -morpholinyl ) propyl] -4 - 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 
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OMe 



0 



P NH- O- NH 




N- 



(CH2)3~NH- 




RN 457097-27-7 CAPLUS , 
CN Benzamide, 3-methoxy-N- [3- (4 -methyl -1-piperazinyl) propyl -4 
n(pyraziAylamino)carbonyl] amino]- (9CI) (CA INDEX NAME) 



Me 



OMe 




N- 



N 



(CH 2 )3-NH- 




0 



NH- C- NH 




no]-N,N,N-trimethyl-, chloride (9CI) (CA INDEX NAME) 




CI 



RN 
CN 



Swde^%-^S^-N- (phenylmethyl) -3- [ [ (pyrazinylamino) carbonyl] amino] 
(9CI) (CA INDEX NAME) 



O 



C— NH-CH2- Ph 



Nv^^J NH- C- NH 



OMe 
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RN 457097-37-9 CAPLUS 

01 tsstv i"hdS°Se," • 2 - phenYi e thyi 1 - 3 - 1 npyra z inyi - in ° » > -*» i 



O 



C-NH- CH 2 -CH 2 -Ph 




0 



N 



NH- C— NH- 




OMe 



RN 457097-38-0 CAPLUS 

01 FwST ,^DKX Y ™^- phenYlPrOPyl, " 3 - 1 1 <W»-W«-n.. carbonyl, 



ammo 



0 



C^NH- (CH 2 ) 3 -Ph 




N 



N. 



0 



NH — C- NH- 



OMe 



RN 
CN 



457097-40-4 CAPLUS 

Benzamide 4-methoxy-3- [ [ (pyrazinyl amino) carbonyl] amino] -N- [2 
pyridinyl) ethyl] - (9CI) (CA INDEX NAME) 



-(2- 



N 



O 



X^/^ CH 2 — CH 2 - NH- C 



0 



NH— C~ NH 



OMe 




RN 
CN 



457097-41-5 CAPLUS 



Benzamide 4-methoxy-3- [ [ (pyrazinylamino) carbonyl] amino] -N- [2 
pyridinyl) ethyl]- (9CI) (CA INDEX NAME) 



-(4- 
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RN 457097-42-6 CAPLUS 

CN Benzamide, N- (lH-benzimidazol-2-ylmethyl) -4 -methoxy-3 - 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 




CH2— NH— Cr 



0 




.OMe Q 


c — ' 




NH — C 



NH 




RN 457097-43-7 CAPLUS 

CN Benzamide, N- [2- (lH-indol -3 -yl) ethyl] -4 -methoxy-3 - 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 




OMe 



0 



CH2 - CH2 - NH— C ^<^J NH— C~ NH 



N 



RN 457097-44-8 CAPLUS 

CN Benzamide, 4-methoxy-N- [3- ( me thylphenyl amino) propyl] -3- 

[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



O Ph 
C-NH— (CH2)3~ N— Me 




OMe 



RN 457097-45-9 CAPLUS 

CN Benzamide, 4-methoxy-N- [1- ( phenyl methyl ) -3 -pyrrol idinyl] -3- 
[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 
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NH — C- NH 



OMe 



0 




RN 457097-47-1 CAPLUS 

CN Benzamide, 4-methoxy-N- [3 - (methylamino) propyl] -3- 

[ [ (pyrazinylamino) carbonyl ] amino] - (9CI) (CA INDEX NAME) 




0 



O 



C^NH~ (CH 2 ) 3~NHMe 



" H it _fl 

N^^> NH- C- NH ^^v/ 

OMe 



RN 457097-48-2 CAPLUS 

CN Benzamide, N- [3- (dimethyl amino) propyl] -4 -methoxy-3- 

[ [ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 




O 



NH- C- NH- 



0 



C— NH— (CH 2 ) 3~NMe2 



OMe 



RN 457097-50-6 CAPLUS 

CN Benzamide, 4-methoxy-N- [3- (4 -methyl -1-piperazinyl) propyl] 
[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



Patel 



<5/14/2004> 



10087715. 16 



Page 15 



Me 



0 



o 




N (CH 2 )3~NH-C- 



NH— C- NH" 




N 



OMe 



RN 
CN 



Et£^ [ [ CPY" ^nylamino) c^bonyl] amxno] benzoyl] ami 

no]-N,N,N-trimethyl-, chloride (9CI) (CA INDEX NAME) 



O 



C- NH~ CH2- CH2~ N+Me3 




O 



NH- C~ NH- 




OMe 



CI 



RN 
CN 



457097-52-8 CAPLUS 

Benzamide 4-methoxy-N- [3- ( 4 -morpholmyl) propyl] -3- 
m^nAylaminoJcLbonyllamiiio]- (9CI) (CA INDEX NAME) 



O 




(CH 2 )3"NH-C- 



O 



NH- C- NH 



OMe 




RN 
CN 



457097-57-3 CAPLUS . _ _ , , , , T r9 

Benzamide, 3 -methoxy-4 - [ [ [ (5-methylpyrazinyl) amino] carbonyl] ammo] -N- [2 

pyridinyl) ethyl]- (9CI) (CA INDEX NAME) 



-(2- 



r^N 



o 




OMe 



O 



NH— C- NH 



CH2~ CH2— NH~ C 




RN 457097-59-5 CAPLUS n , , M M 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] ammo] -N- [1 
(phenylmethyl)-4-piperidinyl]- (9CI) (CA INDEX NAME) 
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RN 457097-61-9 CAPLUS 

CN Benzamide, N- [3- ( dimethyl amino) propyl ] -3 -methoxy-4 - [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 



0 




C— NH~ (CH 2 ) 3~NMe2 



Me OMe 



RN 457097-63-1 CAPLUS 

CN Benzamide, 3 -methoxy-4- [ [ [ ( 5 -methyl pyrazinyl) amino] carbonyl ] amino] -N- [3- (4- 
morphol inyl) propyl ] - (9CI) (CA INDEX NAME) 



OMe 



O 




N" 



(CH2) 3 _ NH-C- 



NH— C- NH 




RN 
CN 



457097-65-3 CAPLUS 

Benzamide, N- [2- (dimethylamino) -2 -phenyl ethyl] -3-methoxy-4- [ [ [ (5 
methylpyrazinyl) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 



0 



0 



Ph 



C- NH— CH2~ CH— NMe2 




NH— C— NH- 



OMe 



RN 
CN 



457097-68-6 CAPLUS 

Benzamide, N- [2- (dimethylamino) -1 -phenyl ethyl] -3 -methoxy-4 - [ [ [ (5 
methylpyrazinyl) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 
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Ph 



0 




0 



C- NH— CH— CH2— NMe2 



NH- C- NH ^^^-X 



OMe 



RN 457097-70-0 CAPLUS ^ rrr/c 

CN Benzamide, N-1-azabicyclo [2 . 2 . 2] oct-3-yl -3 -methoxy-4- [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino]- (9CI) (CA INDEX NAME) 



OMe 




O 



NH- C- NH 




RN 457097-71-1 CAPLUS 

CN Benzamide, 3 -methoxy-4 - [ [ [ (5 -methylpyrazinyl) ammo] carbonyl] ammo] -N- [ (3R) 
l-(2-pyridinylmethyl)-3-pyrrolidmyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 457097-74-4 CAPLUS 



CN Benzamide, 3-methoxy-4- [ [ [ ( 5 -methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3R) 
l-methyl-3-pyrrolidinyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 457097-76-6 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3R) 
1- (phenylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 457097-77-7 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- [ (3R) 
1- (4-pyridinylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 457097-79-9 CAPLUS 

CN Benzamide, 3 -methoxy-4 - [ [ [ ( 5-methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3S) - 
1- (2-thienylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 457097-81-3 CAPLUS 

CN Benzamide, N- [ (3R) -1- (cyclohexylmethyl ) -3 -pyrrol idinyl] -3-methoxy-4- [ [ [ (5- 
methylpyrazinyl) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 457097-83-5 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ ( 5 -methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3S) - 
1- (phenylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 457097-84-6 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- [ (3S) 
1- (2-pyridinylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 457097-86-8 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- [ (3S) 
1- (3 -pyridinylmethyl) -3 -pyrrol idinyl ] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 457097-87-9 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- [ (3S) 
1- (4 -pyridinylmethyl) -3 -pyrrol idinyl ] - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 

CN 



457097-90-4 CAPLUS 

Benzamide, N- [ (3S) -1- (cyclohexylmethyl ) -3 -pyrrol idinyl] -3 -methoxy-4 - [ [ [ (5- 
methylpyrazmyl ) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 
CN 



457097-92-6 CAPLUS 

Benzamide, 4- [ [ [ ( 5 -methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3S) -1- 
(phenylmethyl)-3-pyrrolidinyl]-3-(trifluoromethoxy)- (9CI) (CA INDEX 



NAME) 

Absolute stereochemistry. 



Ph 



~F3 ] 










N 




RN 457097-97-1 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ (5-methylpyrazinyl ) amino] carbonyl] 



amino] -N- [ [1- 
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(phenylmethyl)-4-piperidinyl]methyl]- (9CI) (CA INDEX NAME) 



OMe 



0 



N, 



CH2-NH-C 




0 



NH- C- NH 




Ph- CH2 



RN 
CN 



457097-98-2 CAPLUS 



Benzamide N- [ (3S) -1- [ ( 4 - fluorophenyl ) methyl] -3 -pyrrol idinyl] -3-methoxy-4 

T\T(T-^ (9ci) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 457098-04-3 CAPLUS . r 

CN Benzamide, 3-methoxy-N- [ (3S) -1- ( phenyl methyl ) -3 -Py^olxdmyl] "^ [ ^ E) 
(trifluoromethyl)pyrazinyl] amino] carbonyl] ammo] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




CF 3 



RN 
CN 



457098-08-7 CAPLUS , ^ _ . , KT ro 

Benzamide, 5-methoxy-4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] ammo] -N- [2 
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pyridinyl) ethyl] -2- ( trif luoromethyl ) - (9CI) (CA INDEX NAME) 




RN 457098-23-6 CAPLUS 

CN Benzamide, 3- [3- ( dimethyl amino ) propoxy] -4- [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino] -N- (phenyl methyl ) - (9CI) (CA INDEX 
NAME) 



0 




C— NH-CH2~Ph 



Me 2 N- (CH 2 )3-0 



RN 457098-25-8 CAPLUS 

CN Benzamide, 3- [3- (dimethylamino) propoxy] -4- [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino] -N- [2 - (4 -morpholinyl ) ethyl] - (9CI) 
(CA INDEX NAME) 



N CH 2 -CH2-NH-C 









NH— ( 








0- (CH2) 3 — NMe2 



RN 457098-26-9 CAPLUS 

CN Benzamide, 3- [3- (dimethylamino) propoxy] -4- [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino] -N- [2- (1 -methyl -2 -pyrrol idinyl) ethyl] 
(9CI) (CA INDEX NAME) 



Me 



NL 



0 



CH 2 — CH2— NH— C- 



0- (CH2) 3^NMe2 
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RN 457098-27-0 CAPLUS 

CN Benzamide, N- [2- (dimethylamino) ethyl] -3- [3- (dimethyl amino) propoxy] -4- [ [ [ (5- 
methylpyrazinyl) amino] carbonyl] amino] - (9CI) (CA INDEX NAME) 



0 




O 



C- NH— CH2~ CH2— NMe2 



NH- C~ NH - 



Me2N- (CH2) 3-0 



RN 457098-28-1 CAPLUS 

CN Benzamide, 3- [3- (dimethylamino) propoxy] -4- [ [ [ (5- 

methylpyrazinyl) amino] carbonyl] amino] -N- [ (3S) -1- ( phenyl methyl ) -3 
pyrrol idinyl ] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 457098-32-7 CAPLUS 

CN Benzamide, 4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- (phenyl methyl ) - 
3- (3-pyridinylmethoxy) - (9CI) (CA INDEX NAME) 




RN 457098-34-9 CAPLUS 

CN Benzamide, 4- [ [ [ (5-methylpyrazinyl) amino] carbonyl] amino] -N- [2- (4- 
morpholinyl) ethyl] -3- (3-pyridinylmethoxy) - (9CI) (CA INDEX NAME) 
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RN 457098-35-0 CAPLUS 

CN Benzamide, 4- [ [ [ (5-methylpyrazinyl ) amino] carbonyl] amino] -N- [2- (1 -methyl -2- 
pyrrolidinyl) ethyl] -3- (3 -pyridinylmethoxy) - (9CI) (CA INDEX NAME) 



Me 



N. 



T 

O 

0 r ^^ > _ 



CH 2 -CH2-NH-C- 



0 



NH— C— NH 




RN 
CN 



457098-36-1 CAPLUS 

Benzamide, N- [2- (dimethylamino) ethyl] -4 
methylpyrazinyl) amino] carbonyl ] amino] -3 
INDEX NAME) 



[[[(5- 

(3 -pyridinylmethoxy) - (9CI) (CA 



O 




Me 



RN 457098-37-2 CAPLUS 

CN Benzamide, 4- [ [ [ ( 5 -methylpyrazinyl ) amino] carbonyl] amino] -N- [ (3S) -1- 

(phenylmethyl ) -3 -pyrrol idinyl] -3- (3 -pyridinylmethoxy) - (9CI) (CA INDEX 
NAME) 
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Absolute stereochemistry. 




RN 457099-93-3 CAPLUS 

CN Benzamide, 2-methoxy-N- [2- (4 -rnorpholinyl ) ethyl] -3- 

[ [ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



OMe 



0 



N CH 2 - CH 2 ~ NH- C rf^] 



NH— C- NH 




RN 
CN 



457099-94-4 CAPLUS 

Benzamide, 2-methoxy-N- [2- ( 1 -methyl -2 -pyrrol idinyl ) ethyl] -3 
L I (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 




i9 r^N 



CH2-CH2~NH-C- 



0 



\v/ NH— C— NH 



OMe 




RN 457099-96-6 CAPLUS 

CN Benzamide, 3-methoxy-N- [2- (4 -rnorpholinyl ) ethyl] -4- 

[[ (pyrazinylamino) carbonyl] amino]- (9CI) (CA INDEX NAME) 
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OMe 



0 



NH— C- NH 



N CH2~ CH2 - NH— C \^ 





RN 457099-97-7 CAPLUS 

CN Benzamide, 3-methoxy-N- [2 -( 1 -methyl -2 -pyrrol idinyl ) ethyl] -4- 
[ [ (pyrazinylamino)carbonyl] amino] - (9CI) (CA INDEX NAME) 




0 



CH2— CH2~ NH— O 



OMe 



0 



NH- C— NH 




RN 457099-98-8 CAPLUS 

CN Benzamide, 3-methoxy-N- [2- [ ( methyl sulfonyl ) amino] ethyl] -4 
[[ (pyrazinylamino) carbonyl] amino] - (9CI) (CA INDEX NAME) 



0 



0 




0 



NH- C— NH" 



Cr~ NH- CH2~ CH2~~ NH - S~ Me 



0 



OMe 

RN 458523-51-8 CAPLUS 

CN Benzamide, 3-methoxy-4- [ [ [ ( 5 -methyl pyraz inyl ) amino] carbonyl] amino] -N- [ (3R) 
1- (2-thienylmethyl) -3 -pyrrol idinyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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AB Aryl- and heteroaryl substituted urea compds . (W'NHC ( : Y ' ) N (R13) Z ' ; 1) 

useful in the treatment of diseases and conditions related to DNA damage 
or lesions in DNA replication are disclosed. In 1, W is a six-membered 
aromatic ring containing at least 2 nitrogen atoms (e.g. pyrazinyl, 

pyrimidinyl, ^ , 

pyridazinyl, 1 , 2 , 4 -triazinyl , quinoxalinyl) and optionally substituted as 
defined in the claims, Z ' is a five- or six membered aromatic or heteroarom 
ring as defined in the claims, Y' is 0 or S. The first claim contains a 
much more general formula WX1C(:Y)X2Z (e.g. XI = null, 0, S, CH2 , NR1; X2 
= 0 S NR1) but emphasis is on 1. Methods of making the compds., and 
their use as therapeutic agents, for example, in treating cancer and other 
diseases characterized by defects in DNA replication, chromosome 
segregation, or cell division also are described. Although the methods of 
preparation are not claimed, about 200 example prepns . are included. 
N- ( 2 -methoxy-5 -methylphenyl ) -N 1 - (2 -pyrazinyl ) urea and N- (4 -chloro-2 - 
methoxyphenyl ) -N '- (2 -pyrazinyl) urea enhanced the killing of various human 
cells by 5 - f luorouracil from 2- to 10-fold; in HeLa cells, these same 
compds. enhanced killing by irradiation 2-3 fold. 
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TI Preparation of phenol or phenyl acetate derivatives for treatment of 

allergic diseases 
IN Muto, Susumu; Itai, Akiko 

PA Institute of Medicinal Molecular Design. Inc., Japan 
SO PCT Int. Appl., 418 pp. 
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DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



2003103665 


Al 


2003 


1218 




WO 2003-JP7120 


20030605 






W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


, BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


cu, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


, ES, 


FI/ 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


, KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


, MZ, 


NI , 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


, TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


, AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 




























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


, UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI # 


FR, 


GB, 


, GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


SI , 


SK, 


TR, 


BF, 


BJ, 


CF, 


, CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 





















JP 2002-165148 A 20020606 



Patel 



<5/l4/2004> 



10087715 . 16 



Page 31 



OS MAR PAT 14 0:42216 
GI 




O— A 



X — E 



AB The title compds . I [wherein X = a connecting group; A = H or acetyl; E = 
(un) substituted aryl or heteroaryl; ring Z = (un) substituted arene or 
heteroarene] and pharmaceutical ly acceptable salts, hydrates, and solvates 
thereof are prepared for the treatment of allergic diseases, endometriosis, 
and/or hysteromyoma (no data) . A total of .apprx.500 I including 
N-phenylhydroxybenzamides (N-phenylsalicylamide) , N- 
heterocyclylhydroxybenzamides , N-phenylhydroxycarbazolecarboxamides , 
N-phenylhydroxynaphthalenecarboxamides , N-phenylhydroxypyridinecarboxamide 
s, N-phenylhydroxyquinoxalinecarboxamide , and N- 

phenylhydroxyindolecarboxamide were prepared The compds. I exhibited 
inhibitory activities against IgE production, cell proliferation, and cell 
degranulation . 

RE.CNT 24 THERE ARE 24 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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TI Preparation of diarylureas as Chk-1 kinase inhibitors for the treatment of 
cancer 

IN Boyle, Robert George; Imogai, Hassan Julien; Cherry, Michael 
PA Millennium Pharmaceuticals, Inc., USA 
SO PCT Int. Appl., 83 pp. 
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GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


si, 


SK, 


TR, 
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OS MAR PAT 140: 16750 
GI 




AB 



aryl, 



Disclosed are novel diarylurea inhibitors of Chk-1 (shown as I; variables 
defined below; e.g. 1- [5-chloro-2- (3 -dimethylaminopropoxy) phenyl] -3- 
pyrazin-2-ylurea) and methods of using the same for treatment of cancer 
Although the methods of preparation are not claimed, .apprx.40 example prepns 
are included. For example, 1- [5-chloro-2- (2-dimethylaminoethoxy) phenyl] -3- 
pyrazm-2-ylurea was prepared starting from 2-amino-4-chlorophenol and 
N- (2-chloroethyl) dimethylamine hydrochloride to give [5-chloro-2 - (2- 
dimethylaminoethoxy) phenyl] amine (72 %) followed by its reaction with 
pyrazme-2-carbonyl azide (prepared from pyrazine-2 -carboxyl ic acid and 
diphenylphosphoryl azide (78 %) ) with 83 % yield. Inhibitory activity 
towards Chk-1 kinase is tabulated for .apprx.3 0 examples of I, e.g. IC5 0 = 
0.0025 uM for 1- [2- (3 -aminopropoxy) -5 -chlorophenyl] -3-pyrazin-2-ylurea . 
The ability of .apprx.ll examples of I to enhance the DNA damaging ability 
of camptothecins, 5-f luorouracil or etoposid is tabulated; e.g. 2 7-fold 
enhancement for 78 nM 1- [5 -chloro- 2 - (3 -aminopropoxy) phenyl] -3 -( 5- 
methylpyrazin-2-yl)urea. For I: X1-X3 = CH or N, provided that X1-X3 are 
not all N; X4 is CH or N ; Z is 0, S, or N-CN; Ring A is (un) substituted at 
any subst itutable C by R4 ; Rl is -T-NH2, -V-T-NH2, -T-NHRx, -V-T-NHRx; T 
is a Cl-6 straight or branched alkylidene chain that is optionally 
interrupted by -0-, -S-, -N(R5)-, -S(0)-, -S02-, -C(O)-, -OC(O)- 
-N(R5)C(0)-, -C(0)N(R5)- f -S02N(R5)-, or -N (R5 ) S02 - , wherein the' 
alkylidene chain or a portion thereof is optionally part of a 3-6 membered 
ring system. Vis -0-, -S-, -N (R5) - , -S(O)-, -S02-, -C(O)-, -0C(0)- 
-N(R5)C(0)-, -C(0)N(R5)-, -S02N(R5)- / or -N(R5)S02- ; R2 and R3 = H ' 
Cl-6-alkyl (un) substituted with -N(R8)2, -C(0)R, -C02R, or S02R, or R2 and 
R3 taken together with their intervening atoms form an (un) substituted 5-6 
membered ring; each R4 = halo, -OR, -SR, -CN, -N02 , -N(R5)2, -N(R5)C(0)R 
-N(R5)C02R, -N(R5)C(0)N(R5)2, -C(0)N(R5)2, -C(0)R5, -OC (0) N (R5 ) 2 , -C02R ' 
-S02R, -S(0)R, -S02N(R5)2, -N(R5)S02R, or an (un) subst ituted Cl-8 aliphatic 
aryl, aralkyl, heterocyclyl , heterocyclealkyl , heteroaryl, or 
heteroaralkyl, or two ortho R4s, taken together with the ortho C atoms to 
which they are bonded, form an (un) substituted five or six membered Ph 
pyridyl or heterocyclyl fused to Ring A. Each R5 = H, Cl-6 aliphatic , ' -C02R 
-S02R, or -C(0)R, or two R5 on the same N taken together with the N form a 
5-8 membered heteroaryl or heterocycle ring having 1-4 heteroatoms = N, 0 
or S; each R8 = a Cl-3-alkyl or, taken together with the N atom to which 
they are bonded, a 5-7 membered N containing heterocycle- Ring D is 
(un) substituted by Cl-4 aliphatic or haloaliph. , -OR7, -SR7, -C(0)R7 -C02R7 
-S02R7, -CN, -C(0)N(R7)2, -N (R7 ) C (0) ( CI -2 -alkyl ) , or -N(R7)2 and is ' 
optionally fused to an (un) substituted Ph or (un) substituted cyclohexyl 
ring; each R7 = H or an (un) substituted Cl-3 aliphatic or -N(R7)2 is a 
N-contammg heterocyclyl; each R = H or an (un) substituted Cl-6 aliphatic 
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aralkyl, heteroaryl, or heteroaralkylbutyl ; and Rx is C1-C8 alkyl . 
RE . CNT 4 THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Preparation of aryl and heteroaryl urea selective Chkl inhibitors for use 

as radiosensitizers and chemosensitizers for treating diseases and 

conditions related to DNA damage or lesions in DNA replication 

Keegan, Kathleen S.; Kesicki, Edward A.; Gaudino, John Joseph; Cook, Adam 

Wade; Cowen, Scott Douglas; Burgess, Laurence Edward 

Icos Corporation, USA 



PCT Int. Appl . 
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OS MARPAT 137:232680 

AB Aryl- and heteroaryl substituted urea compds . (W ' NHC ( : Y ' ) N (R13 ) Z 1 ; 1) 

useful in the treatment of diseases and conditions related to DNA damage 
or lesions in DNA replication are disclosed. In 1, W' is a six-membered 
aromatic ring containing at least 2 nitrogen atoms (e.g. pyrazinyl, 

pyrimidinyl , 

pyridazinyl, 1 , 2 , 4 -triazinyl , quinoxal inyl ) and optionally substituted as 
defined in the claims, Z ' is a five- or six membered aromatic or heteroarom 
ring as defined in the claims, Y ' is O or S. The first claim contains a 
much more general formula WX1C(:Y)X2Z (e.g. XI - null, O, S, CH2, NR1; X2 
= O, S, NR1) but emphasis is on 1. Methods of making the compds., and 
their use as therapeutic agents, for example, in treating cancer and other 
diseases characterized by defects in DNA replication, chromosome 
segregation, or cell division also are described. Although the methods of 
preparation are not claimed, about 200 example prepns . are included. 
N- (2-methoxy-5-methylphenyl) -N» - (2 -pyrazinyl ) urea and N- (4-chloro-2- 
methoxyphenyl ) -N' - (2 -pyrazinyl) urea enhanced the killing of various human 
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cells by 5-fluorouracil from 2- to 10-fold; in HeLa cells these 
pp ? dS - enhanced billing by irradiation 2-3 fold 
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NH2 



NH2 



AB Title compds. [I; >1 of Rl , R3 , R4 , R5, R6 # R7, R8 = XYaWZ, etc.; X 

= 0, S, NR10, CR11R12; RIO, Rll, R12, R14, R20 = H, alkyl, perf luoroalkyl , 
cycloalkyl; Y = (heteroatom- or phenylene- interrupted) alkylene; a = 0, 1; 
W = CH2 , S02, SONH, 0, NR14; Z = C0R15, S02R15, NR16R17; R15 = N:C(NH2)2, 
NR18R19, OR20, etc.; R16, R17 # R18, R19 = H, alkyl, perf luoroalkyl ; 
R16R17, R18R19 = (heteroatom- interrupted) alkylene; the rest of Rl, R3 , 
R4, R5, R6, R7, R8 = H, F, CI, Br, iodo, cyano, N02 , CF3 , Et, etc.; with 
provisos] , were prepared as antiarrhythmics with cardioprotective activity 
(no data) . Thus, Me 6-hydroxy-2-naphthoate in DMF was treated with NaOMe 
and then with diethylaminoethyl chloride to give Me 6- (2- 
diethylaminoethoxy) -2-naphthoate. This was saponified and the acid was 
condensed with guanidine using CDI to give 6- (2-diethylaminoethoxy) -2- 
naphthoylguanidine dihydrochloride . 
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Preparation of pyridinioaryl carbamoyl indoline derivatives as serotonin 
receptor antagonists. 
Bromidge, Steven Mark 

Smithkline Beecham Pic, UK; Bromidge, Steven Mark 
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(R2)m]NR3COR4 [Rl, R2 = H, (substituted) alkyl; R3 = H, alkyl; 

ituted) N-bonded bicycloheterocyclyl , aminopyrazinyl , 

nyl, aminophenyl, etc.; PI, P2 = Ph, heterocyclyl containing a 
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quaternary N atom; A = bond, chain of 1-5 atoms (substituted) phenylene, 
heterocyclylene; n, m = 0-2] , were prepared as 5-HT2B/5-HT2C antagonists 
with increased solubility/activity (no data) - Thus, 5-methoxy-6- 
trifluoromethyl-1- [3-fluoro-5- (pyridin-3 -yl ) phenyl carbamoyl ] indoline in 
MeCN was treated with sodium tetraphenylboron and bromomethyl acetate 
followed by 4 h reflux to give a tetraphenylborate salt which was 
subjected to ion exchange to give 100% 5-methoxy-6~trif luoromethyl -1- [3 - 
fluoro-5- [1- (acetyloxy)methylpyridinium-3-yl]phenylcarbamoyl] indoline 
chloride. 
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